Asymmetric aza-Mannich addition of oxazolones to N-tosyl aldimines: synthesis of chiral alpha-disubstituted alpha,beta-diamino acids.
An organocatalytic enantioselective addition of oxazolones to N-tosyl aldimines has been developed. The process is promoted by a readily prepared cinchona alkaloid ligand and affords a series of valuable alpha-disubstituted alpha,beta-diamino acid derivatives with excellent enantioselectivities (up to 97% ee) and diastereoselectivities (up to >30:1 dr). The adducts can be transformed into the corresponding protected chiral alpha-disubstituted alpha,beta-diamino acids by a one-pot hydrolyzed reaction smoothly.